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4- (4-^^^rJ^>y r ^;UT"Sy)-5rhvtKnt # 7>-4- #A'tf>Wfr7-Jl> 
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3- (4-7/Ud-a'-<V/>C/U75y) -2 r 2 ; 3-hli^;u^>|gai^;l/ 



###|2-1 











^%fl)2-3 


2 - (4- ^/l^u^yV^Sy ) - 2 - *fvu:/n/<>Be 


#%#J2~4 


2- (2-^h^>^/-r/U7$/) -2->^^n/^9g 


#%#j2-5 


2 - (4->7/^<>y f ^;u7s:y)- 2-^u-^u/nV^ 


#%W2-6 


2- (4-HJ7/k*u>f-/U-<>y p ^;U75-/)- 2- ^U-Tr./^>g£ 




2- (4-7/P^n7x^/P^^7^— /U7Sy)-2->5-/uyu»'<>'SS 


^%#J2~8 


2- (4-^hu7o:=./U-X/U*— ^7$/)-2-^f-/U"Trj/^>R 


fc%ffil2-9 


2- (4- ^K^v7^^/U^yU^-;U7^y)-2- 






&*I#J2-11 


3- (4 - 7^*n7.t^i/^^=A^75y ) :/o/^& 


#%#J2-12 


3- (4-^/U^-n^^/U^^-^7?y)^>K 




1 » (4-:?>^u:7:a::=jU;*^ 
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^ 7 \ J * — 1 ^ 




*^ *7 17'J £1 i i7 


1 _ (4 — VyU^T.' V^.^./U-^/U/'h — /U"7*£ yiv^r^sV^- /u^; yU-U v&£ 


/i 5 ^ *7 " J— i- 1 ' 




4£%#J2 - 17 


j - (4 --7/U:^n7:3-:^u;x;U;j;.^/uy'$y)^^^ 




1 - (4-7/u^(:i'<>:/>|0U7S/)^ 




4 - (4-7 *u#a - <> y V ^7; J ) 'r |^ L ]>a t*y> - 4 - * >^<£> S£ 


#%#J2-2() 


3- (4-7;U^tJ^<>*/-Y^'7iy) • 2.2.3 H^5vU7^>B£ 



*/^T$K5mlli*»Lfca. ^g£WA320m K £fln;t, ifefi.Tl(>#RB«fl i Lfc:: Kfc 

*O*jHb^%470mg*#fco 

##0ij4-l 

AT. raaLKTlB^WHltt'L^, 4-75/-2H^7/W*n^ 1 /l^>y*=W/U5. 58« 
7K200mlT'i5fe^L, W3KB*200mlT2lH!ftfrL;fi:», S8*«£»-v^*>l>A-Cftj!ftL 











#%0ij4-3 


2- '•<>v?^dr*>*/U«H=/UT5y'- N - (4- wV- 3- Mj7/U*rjy^ 
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7a. --/U) -2, 2- y^^7 n i-VN> T^K 




2- ■7 , ;/^*->*;U;J;^^7$y-N-- (3, 4 -/y777x^)-3- ^->/U 
7'^>7-;K 




1- '<>v/^V->^7^>J^-/U7^y-N- (4—>7/- 3- |^7/i^h-'^/-/u 



T3Ei5feofc^. pH2(w/iS*-ClN4ii£S:»U5L. 3(K)mlcj>gl£^^/UT*3laJttttiL/c, *T 

4'— >7V-3' -hy^^^-u^/Uhy^^DTirhT— UK 

*A^Ti£#L^J§|<fc£4&>3. 93g&»fcc 
4 - Ff- A*T 5/ - 2 - HJ 7 /H**n — l-y /u 

Tk^ffl^-W-AO. 22g£N, N-^^^*/UAT$KlOmllc!KjHL, ±124' -2/7V 

^rS^rv'y^y^TJ^^D-rh^^^-jm-L, fHftacf-zl — (3 : 7) jgttlffW:»J 
2- (■*>i/frtti>'TZy) -2-^jVy'u,<y^^,v 
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2-(^>^/^^>T?y)-2-^/P7PA>|$x^/uo.85gWt°!jv ; >^ 10 ml 

0.68 g ZtoA., io u^WJlHUftJtaEL^ RJfc*»fcafcET«l 

#%#!lio-i 

2-Tl/-N-(4-v'ry-3-H;7^n / «f-/U73:-/W7'-i3^>T5K 
##0(|4-lT'^/tLfe2-^>i>"/U^->^/U;J^/ur^y-N- (4— >r /-3-h> 

to*., »Sfa:^/U50ml-C3ia«lWL, ***«rif*«EBI^^i^^-Cft«Lfc s «JET 



2 - 75 / - 2 - t'*Wf?2 77mg£N , N - vo^UTir h7 * K3ml dffift) L . 

-l()'C{IT^-/^pyi*0. 2()6ml^P^|5liai;TmrpW#L/c 5 ft^TM-T?/- 
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HTML Wbnfc«WW^^y*y^*7^^D-r|^7-7^-^Tfllf!ISIL, 
-^/-/K97:3)?gfflflU:9«te3^ El^WSgi 

##0!lio-2 

2-T^/-N-(4-">7'y-3-h!J7^n^/U7a:^/U)-2-^/^D/s>T?K 
##0iJlO-3 

2-7*:/-N-(3, 4-i/isTS7*-/l')-2-7ii-/U-7us<yT$.b' 
(l)2-^>^/U^i/^/^'=^T5/-2-^/U7'ny^^30g < tN, N-i^f-zUT-fe 
h75Kl30ml<BftaiifcS:, -20 ! C«£(ILfcm, tt-WWlO. 2ml*jfiTLfc s T 
/U=iV#BftT, IBJffljr-ClB*Witi*L^. 4-7^7^n=hy/H8. 2g^N, N-io* 

###"Jil -2 

2-TS;/-2-(3, 4-i/>-Ty73:— /^yW^>f;l/)xf 7"i?x— h 



-20- 



w v, ,oiiM3i PCT/JP97/04174 

#'%ftjl2-l 

2 - T^y - n - (4 - i/7 J - 3 - 1- y y >\>-Jr a y ^ /u y -jl ~ >v ) - :j - y i 13 ' n > r * k 

#^|J12- l£|S]«K&T©M0»J&£l*Lfc r . 
###J12-2 

##0ijl2~3 

3-T5;y-N-(4-i>'Ty-3-HJ7/U^n^/U7*-;U)-2, 2-y7f^7n/<> 

2-T5:y- (3, 4-v?5/Ty7a=/t) - 3-^/U^>T5K 
&%miOX*&&Ltz2-TVrVtti/J)/i>7K-/i'7*y-N- (3, 4-v ? vT/:7 ;I l~/u) 

&=./i,7*x74ys<?i?$M. 66g**lAr/w=f^«[a[TlOB*IHAPjRa«ELfc e 
l-^>^^v-^#'=>'l'-2-^/l'-7Di)>3. 2garl, 2-»UDai^>i0ml 
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mi; &{g*50mlT'-£;ftm»U ^TKa^^^^AT-ML^, MJITCM^ 
#%0!|15-1 

[4 - (4 - ^/U^-n^c^yV/i') T \VY/t u^'yivii /U#Vg£ 

4-T?:/v'^D^dr->;^/U/JtV^(cis RU Lrans Wji^tt) 1. 43g£l«*g£{[:-t-h 
/u^saUKl. 59g<0?K9tKi3:79^*(5ml)^#T*TU ^l'T2^»L;'-- : 
ttfflU &&£Jt&L&j£fl:&to2. 41g£#fc 0 

RefEx. : #%#J#^ AcOEtrttlfcx?- /U 

DATA tWifl^WtSfcft Hex 

NMR :^^*^^h/I- EtOH >V 

(#(c93f£UMS>3, DMSO-dfi, (Et) 2 0:v^fvU:r--7Vi, 

TMS rtWSRip-CSSS) 1,2-diCl-Et: 1 , 2-^nia;x?> 
rap :St^ 



Ref.Ex 


DATA 


1-1 


NMR: 6 :0.77(3H.U=7.3Hz),1.40-1.66(2H,m),3.40-3.64(1H,m),3.68(3H,6), 7.28-7.47 
(2H,m).7.77-7.92(2H,m|,8.150H,d,j=8.8Hz) 


1-2 


NMR(CDC^,TMS interna) standard) 

A :1 .6B(6H I s),3.79(3H,s),6.77(1 H,br),7.00-7.19(2H,m),7.71-7.87(2H,m) 


1-3 


NMR(CDCIa,TMS internal standard) 

6:1.65(6H I S),3.62(3H,S),4.00(3H l s),6.95-7.45(3H,m),B.20-8.49(2H,m) 
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Ref.Ex 


DATA 


1-4 


NMR: ft :1.46(6H ( s) I 3.58(3H,s),7.90-8.03(4H ( m),8.72(1H,s) 


1-5 


NMR: 6 :1.48(6H t s) ) 3.60(3H,s) t 7.73-8.10(4H ( m),8.85(1H,s) 


1-6 


NMR(CDCI 3 ,TMS internal standard) 

A:1.39(6H t s) I 3.58(3H l s) t 5.43(1H,s),7.08-7.16(2H,m)7.85-8.85(2H,m) 


1-7 


NMR(CDCI 3 ,TMS internal standard) 

(V1.48(6H,s),3.71(3H ( s) f 5.63(1H ( br(,8.02-8.12(2H ( m),B.31-8.40(2H,nn) 


1-8 


NMR(CDCI 3( TMS internal standard) 

6:1 ( 44(6H t s) f 3.66(3H l s),3.86(3H ( s),5.27(1H l br) ( 6.90-7.00(2H t m)7.56-7.86 (2H ( m) 


1-9 


NMR(CDCI 3 ,TMS internal standard) 

A :2.55-2.64(2H ^1,3.1 2-3.34(2H ,m) ,3 .69(3H,s) ,7. 1 8-7.3 1 (3H,m) ,7 8 1 -7.85 (2H , m) 


1-10 


NMR(CDCI 3l TMS internal standard) 

6:1.19(3H,d,J=6.8Hz),2.53(2H,d,J=^ 7.11- 
7.21 (2H,m) ( 7.79-7.95(2H 1 m) 


1-11 


NMR: 6 :1.15-1.32(4H,m) I 3.31(3H,s),7.32-7.52(2H,m) ( 7.73-7.89(2H f m), 8.78(1 H,s) 


1-12 


NMR: 6 :1 .07-1 .28(2H f m),1 .35-1 .55(2H,m),3.60(3H,s) ( 7.20-7.40(2H l m) 1 7.85-8.01 
(2H,m).9.08(1H.br) 


1-13 


NMR: 6 :1.40-1.57(4H,m) ) 1.80-2.02(4H,m),3.45(3H,s),7.31-7.51(2H,m),7.40-7.90 
(2H,m),8.25(1H,s) 


1-14 


NMR: 6 :1.55-2.25(8H,m) 1 3.58(3H ( s) ( 7.19-7.39(2H,m),7.85-8.01(2H,m) t 8.66(1 H,s) 


1-15 


NMR: 6:1.15-1 .40{6H,m),1 .65-1 .88(4H,m) t 3.39(3H,s),7.30-7.51 (2H,m),7.74-7.90 
(2H,m), 8.08(1 H,s) 


1-16 


NMR: 6 :1.38-2.30(10H ( m),3.58(3H t s) l 7.18-7.39(2H,m) t 7.83-7.98(2H,m), 8.38(1H,s) 


1-17 


NMR: 6 :1 .97-2.10(4H,m),3.58-3.76(7H.m),7.27-7.35(2H ( m),7.90-7.98(2H,m) ( 
8.64(1 H.br) 


1-18 


NMR(CDC! 3 ,TMS internal standard) 
6:1.29(3H.t,J=7.5HzM.30(6H,s).^ 
7.71 (1 H.br) ,7.81 (2H,dd, J=5.4,8.6Hz ) 


2-1 


NMR: 6 :0.77(3H,t,J=7.3Hz),1 .40-1.66(2H,m),3.42-3.66(1 H,m),7.29-7.49 (2H,m), 
7.77-7.92(2H,m),B.15(1H,d t J=8.8Hz) 


2-2 


NMR(CDCI 3 ,TMS internal standard) 

6 :1 .39(3H t d ( J=7.3Hz) ( 2.84(3H,s),4.65-4.89(1 H,m) ,7.07- 7.27<2H,m), 7. 76-7.92 
(2H,m) 


2-3 


NMR(CDCI 3 JMS internal standard) 

6 :1 .68(6H f s) t 7.00-7.33(3H,m),7.73-7.89{2H,m) 


2-4 


NMR(CDCIj,TMS internal standard) 

6 :1 .69(6H,s),4.0t (3H,s),6.95-7.52(3H,mj.8.20-8.51 (2H t m) 


2-5 


NMR: 6 :1.46(6H f s) 1 7.92-8.05(4H,m),8.70(1 H,s), 12.25(1 H,br) 


2-6 


NMR: A :1.48(6H l s) I 7.79-8.11(4H,m) ( 8.87(1H,s),12.23(1H l br) 


2-7 


6:1.68(6H t S),5.05(1H t s) t 7.05-7.14(2H l m) l 7.66-7.77(2H,m) 


2-6 


NMRJCDC^TMS internal standard) 

6 :1 .53(6H,s),5.44(1H I s) 1 B.03-8.12(2H,m) f 8.31-8.41 (2H,m) 


2-9 


NMR(CDCI 3 ,TMS internal standard) 

6 ;1 .43(6H,s) l 3.74(3H,s) ,5.30(1 H,br),6.89-7.01 (2H,m),7.57-7.80(2H ( m) 


2-10 


NMR(CDC{,,TMS internal standard) 

^:1.76(6H t s) ) 4.74(2H ( br) l 6.95(2H,dd l J=1.8Hz ( 7.7Hz),7.08(2H ) U=8.7Hz) ( 7.24-7.35 
<3H,rn),7.78-7.84(2H,m) 


2-11 


NMR(CDCI 3t TMS internal standard) 

6^.58-2.69(2H t m),3.12-3.33(2H > m) ( 7.20-7.29(3H,m),7.81-7.87(2H i m) 


2-12 


NMR(CDCI 3 TMS internal standard) 

6:1.19(3H,d,J=6.8Hz) ( 2.53(2H l d,J=5.5Hz),3.59-3.88(1H l m) ( 5.37-5.46(1H f m), 7.09- 
7.27(2H,m),7.83-7.99(2H,m) 
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Ref.Ex 


DATA 


2-13 


NMR: :1 .1 0-1 .42(4H,m) 1 7.32-7.52(2H 1 m) t 7.73-7.89(2H t m),8.61 (1 H,s), 1 2.28(1 H.br) 


2-14 


NMR: 6:1.01-1.20(2H I m)J.27-1.49(2H,m)7.15-7.45(2H,m) ) 7.85-8.08(2H l m), 
8.98(1 H.br), 12.37(1H,br) 


2-15 


NMR: 6 :1.20-2.05(8H I m) I 7.29.7.50(2H,m),7.75-7.90(2H,m) ( B.05(1H,s) ( 12.42(1H,br) 


2-16 


NMR: 6 :1.55-2.25(8H,m) ( 7.18-7.40(2H,m) l 7.84-8.01(2H,m),8.51(1H t s), 12.12(1H.br) 


2-17 


NMR:6:0.95-1.95(10H t m)7.27-7.50(2H I m) t 7.81-7.92(3H,m),12.38(1H,br) 


2-18 


NMR: 6 :1.25-2.35(10H,m) 1 7.15*7.42(2H t m),7.80-8.00(2H,m) t 8.24(1H t s) 


2-19 


NMR: 6 :1S0-2.12(4H,m),3.57'3.77(4H,m) t 7.27-7.35(2H t ni) l 7.90-7.98(2H t m) l 8.52 
(1H.br).12.37(1H.br) 


2-20 


NMRfCDCL TMS internal standard) 

6 :1 .33{6H,s),1 .5B(6H,s),7.07(2H.t,J=8.6Hz),7.40(1 H,br),7.81 (2H,dd, J=5.1 ,8.6Hz) 


3 


NMR(CDCI 3 ,TMS Internal standard) 

6 '1 38 (3H d J=7 3Hzi 2 84 (3H si 3 56 (3H s) 4 65-4 89(1 H m\ 7 08-7 PQ 19H ml 
7.76-7.91 (2H ( m) 


4-1 


NMR(CDCI 3l TMS internal standard) 

6:1.47(3H,d ( J=7.0Hz),4.32-4.48(1H l rn),5.17(2H l s),5.25(1H,d ? J=7.0Hz) l 7.35 (5H,s), 
7.75-7.77(2H f m) ( 7.92(1 H,br),9.06(1 H.br) 


4-2 


NMR: 6 :1.41(6H,s),5.01(2H,s) ( 7.28-7.35(5H,m) l 7.69(1H ( s), 8.07(1H,d, 
J=8.8Hz),8.20(1H ( d ( J=8.8Hz) F 8.33(1H f s) l 10.34(lH l s) 


4-3 


NMR: 6 :3.27(3H l s),3.34-3.64(2H,m) ,4.35-4.46(1 H,m) t 5.00-5.10(2H ( rn),7.30- 
7.39(5H ( m)J.76-7.82(1H,m),8.01-8.14(2H,m) f 8.28-8.32(1H f m) ( 10.91{1H f br) 


4-4 


NMR: 6 :1 .19(6H,s) t 3.27-3.32(2H,rn) ,4.9B(2H t s),7.25-7.38(6H ( m),8.03-8.17(2H ( m) t 
8 30*8 35/1 H mi 

w.fcJW W*WW\ 1 1 1,111/ 


4-5 


NMR* 6 '0 85-0 95 (6H ml 1 99-2 09(1 H mi 3 99(1 H t J=7 8Hzl 4 47-4 51 /2H mi 5 1 fi- 
5.22(1 H,m) l 5.27-5.35(1 H,m),5.86-5.97(1 H,m),7.64(1 H,d, 

J=7.8Hz).7.99(1H.dd.J=1.4.6.3Hz).8 07(1Hd.J=6 3Hz) 83K1H d J=1 4Hzl 10B6/1H 
,br) 


4-6 


NMR: (S :1.60-2.90(6H f m) l 5.02(2H,s),7.10-7.50(5H,m),7.95-8.40 (4H,m) t 10.24(1H,br) 


5 


NMR(CDCI 3 ,TMS internal standard) 

6 :1.57(6H,s) ( 5.10(2H,s) t 5.50(1H,br) l 7.34(5H,s),1 0.42(1 H.br) 


6 


NMR(CDCI J( TMS internal standard) 

A :7.28{1H,d I J=7.8Hz),7.87(1H,dd,J-=1.5,7.8Hz) t 8.46(1H r d,J=1 .5Hz) 


7 


NMR(CDCI 3 ,TMS internal standard) 

6 2 93(3 H d Js5 2Hz) 4 8B(1 H brl 6 68(1 H dd J=2 4 8 6H7I 6 84(1 H d l~? 4H7i 7 41 
(1H t d,J=B.6Hz) 


8 


NMR(CDCl3,TMS internal standard) 

6 :1 ,26f3H.t.J=7.3Hz).1 .30(6H si 4 1 8(2H a J=7 3Hzl 4 72(2H si 6 04(1 H si 7 25- 
7.36(5H,m) 


9 


NMR(CDCl3,TMS internal standard) 

6 :1 .29(3H,t,J=7.0Hz),1 .72(6H,s).4.24(2H.q.J=7.0Hz),4.66(2H.br),6.95(2H,d,J=7.7Hz 
),7.07(2H.t,J=8.7Hz),7.26-7.34(3H,m).7.73-7.77(2H.m) 


10-1 


mp: 79-80^ 


10-2 


mp: ne-IIT'CfAcOEt-Hex) 


10-3 


mp:234-238 l C (EtOH-(Et) 2 0) 


11-1 


NMR: 6 :1.32(6H,s) I 5.34(2H,br),8.06(1H,d,J=8.4H2),8.21 (1H,dd, J=2. 1,8.4Hz) ,8.44 
(1H,d,J=2.1Hz) 


11-2 


NMR: i) :1.99(3H,s),3.67(1H,t,J=5.5Hz),4.18 (2H.d,J=5.5Hz) 5.05(2H,br). 7.95-B.20 
(2H,m), 8.30-8.45(1 H.m) 


12-1 


NMR: 6:3.26(3H,s),3.32-3.62(3H,m),4.97{2H,br),8.07-8.15(2H I m),8.38-8.41{1H l m) 


12-2 


NMR: 6 :1 .55-2.70(6H,m),5.31 (3H,br),8.00-8.55(3H,m) 


12-3 


NMR: 6 :1.14(6H,s),2.75(2H.s),3.31 (1H.br), 5.34(2H,br),7.96-8.10(2H.m),8.27-8.30 
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Ref.Ex 


DATA 




(1H,m) 


13 


NMRfCDCL TMS internal standard V iS *0 86f3H d J-fi 1 c\7tiu h 

J=7.0Hz).2.41-2.53(1H,m).3.43(1H,d.J=3.3Hz).7.73(1H,d,J=8.8H2),7.94 
(1H,dd,J=2.2,8.8H2), 8.21 (1H,d,J=2.2Hz), 10.18(1 H.br) 


14 


NMR: 6 :1 .51 (1 .5H,s),1 .53(1 .5H,s) ( 1.86-£04(3H,m),2.13-2.23(1H,m),3.51 -3.62 
(1H,m),3.67-3.80(1H l m).4.88(0.5H,d,J=12.6H2),5.07(1H,s),5.13(0.5H,d, J=12.6Hz), 
7.02-7.18(2.5H,m),7.27-7.40(2.5H.m).8.03-8.30{3H.m). 1 0.01 (1H.S) 


15-1 


NMR: 6 :1.30-2.50(9H, m), 3.10-3.50(1 H, m), 7.21-7.36(2H. m), 7.87-8.40(2H, m), 
8.14-8.28(1 H, m), 12.24(1 H, br) 


15-2 


NMR(CDCI 3 ,TMS internal standard): 6 : 3.46-6.60(1 H, m), 4.30-4.60(4H, m), 7.06- 
7.18(2H. m). 7.61-7.70{2H. m) 



#%Wl0-lT^fiRL7t2-T^-N-(4-v'ry-3-r*y7/l^-n/^/U73i=/U) 
^n/s>T^K250mg^on^/^5mll^fi?L, 7k#T, H^^/UT^ llOmg, 

nn#/UJ*50mlt*«?&, lNi£g£50ml, £&fn£it*50mlT'Sfcr^U ^*«E^^-> 

©Mfc^* 1 14mg£:f#7c c 

H*fc#J 1 1 ra«iiLT*fii«2 - 1 6^^fi)cLfc = 

N-(4—>T>'-3-H;7/^p^/U73l=/U)-2-{[(4-7/U^-p73l=/W)^/U* 

2 - (4 - 7^B7x= ;^/P7^^TS.y ) Zf ^^500mg^xh7 1 K«= 5 ml ( Ijg 
#U *ftT, ^Mfy^nyK470mgSr«TLfctt, ttftftON, N- v^/u*/UA7 

4 - 7 5 / - 2 - W^***? HJ A-5 80mg&'> ftf oflPx. tdk . MT6B# 
W8H*Lfc„ K£tt&ftifc£^50mlT?*«Lfc&, lNttL»50ml, fifcfcfitf *5()ml, 

Lfcgfc, ««ES:*>y*^/l/*7A^D-rK^77-f-|lftL. gfc&<oc^,u 7:3)$ 
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1 



N - (4 - */7J - 3 - M)7 /W-^-P^^ /U7x=-/U) -2-(t(4-7/^n7i-/L') 

N-(4-^Ty-3-hy7/^n^>'U7jL^/U)-2-{[(4-7/l'^n7i^/l')^/U^ 
^^].TS:y}^a^^r$K6(K)mg$r!vU3:>i()ml{I}gft?L, LawessonKs»lil290mg^J|] 
T^J^BfcT, 3BB3anfRifiiiEL^, RI&iK&MrctfaiL, 

N - ( 1 - [ (4 - ->7 V -3 - l-y7^^-n^/U7^-/U) #/W<^VH - 1 - ^/Hc^- 
te*t¥U JW&T. hy7i=;U7^^y933mg, N-^n**^W$K633mg&lfl& 

Hlfe^j25irl^«|JCLT|l*fefiRj26-33^^LfCo 
*i!lffill4:IBI*JiLTll*«34-64t^Lfc s 
$lft0!l65 

N— { 1 — [ <4—>T>/-3-hy7^D/f-/U'7ptn/U)*/U>'<*^A/] - i -;^^/^;I:^ 
/^)-2—>7V'<^'X7SK 
(1 ) 7*>UT$Ki*5. OgOS^on^ygjftsOrnlfc, 7k&T, H^f-A/T^. 27ml 
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(2) 10-2 T*£j*l, fc2 - 75/ - N - (4 - «>7 / - 3 - bV 7'l<*u/?- /U 7*=. >V ) 

-2-^^yays>T5K20()mgW^nn^>^^H) m |^j 1 |e2-->ry^.g/^fe 
*^323mg&Jin*., MTBI^WJIfliLfc:, JEJ£:®»ICffiftl[W*^^«fl!Ly!:^, 

mm^wLummitz, ^mm^mAms^/^>9^xmmi, wet, »t- 

reL, «iiWb^l9()m8fe»3t 0 

N_(4_. > 7y_3_| x y 7/ ^ D y^ 7 ^- /p) _ 2 _[- 2 _ (4 _ 7/ ^ n7 _ t _. ;U)7 

f&, WET, SHfcfcfclBttHLT, 4-7/P*D7x=/U7±?-/u?nyK*fcfc. 

(2)#%^J10-2T»^fi5cLfc2-T^-N-(4-^Ty-3-hy7^D^/^- 

^)-2-p<^/^n/sV75Kl50mg^>^DP^^>M5ml{Il:'y^2ml^tefe^, 
*#T±SE4-:7/^n7^i/P7i?1 1 ^nyi^^ IfiJifiTl. 

*W*. tt^T. iafdA**Tft*(fe, M**llh^*s^ATlr«»&fe«U WET. 

N- { 1 - [ (4-^77-3- hVy^o^/^y-jL^jU) 3l>W<^;\,-] - \ -^;\,ni=f- 
/H - 2 - 1 K 0=^ •> XT 5 K 
$tt0j44 T*£j£l fc2 - ( 1 1 - [ (4 - v7 / - 3 - ? JU-Ju ^ ,i,y^- ,1 ) fj , w <^ 
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3E«J68 

N— { 1 -[ (4-v"7V-3 -hy7/U^-nyf-/U73i=yU)*/U/<*>C/i.] - 1 -^/Hr^- 

(1) 8-^y>;>^/^>^23()mgWv ; ^nDp(^>M5 m l{I, tK&T. **1f»/l'9u]) 
KO. 114ml ( RtJ<tt«El:(Z)N, N-v-^/^/UAT^K^P^., tK^T, 30£»#Lfcffc, 

(2) ##^J10-2-e^Lfc2-T^y-N-(4-^T/-3-hy7/P^-n^^7 3 in 
>*^#=/V^nyKW4ftW^nDpt^^»jK5m]&Wyx^/PT5>6. 364ml^JD^., 

HB£W68^PI«^LTl5)ffiW69-78S:^ritLfc s 
Hi£#']79 

N - { 1 - [ (4 - S^TV - 3 - hV - ;u:7i - a,) * / W<^ ;u] - 1 - / jIszlJ- 
^}-4-fy^*A-#dpf-§K 

7'/— /K). 18g, l-(a-i?*?A'T%S7u£A,)-3-x?fr#Astfi?>(*h*til&1tL0. 2 
77>5mlS:^|SIffl-C65I^Mitl*Lfc e E£»fcl&ft*W*«:J!in;t, BKxf^ 
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2 — [ (4 — ->T 7 — 3 - c?/-^ /u:x ju— /U) ;/j yUy <^ /u] - 2 - (2 - -!7 ^"D 

>X7$K)^/U Tir-7— h 

(1)3 -7-fcMr> - 2-^<> i^/U^-df 'sjiAs-fc—foT^s-ru/ <>^3 . 9g&N, N — i/tt 

Z^Mfc*?^^/^— TVl^frBml&ltftflP*., ^.?aT-4U#|ifl»L^ RJSiJk-^ 
UKO. 5f)ml, hV^A'TZW. 66ml£MIft7 , JU;i, £?£T2B$ffi»L/C; S^ffiJ-fiift 

N - { 1 - [ (4 - v'TV - 3 - h]) 7A^-n^f^7x ~ /U) _ 2 - 1 Ko^i^ 

2-[(4-^Ty-3-hy7/U^npt^/P7i-/b)^;yu^^->f^]_2-(2-7;U2r-D^< 
**K2mlS:^, mUV l R#fl, jEKMt- l B#fSHf #Ut c f^jflfcLlNEKSrAn*. 

N- { 1 - [ (4-f>7V-3- Y x )-7 iV-fru^ >\,y ^- ,\, ,\,] - ] 
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/-N - (4-v-T./-:i-h'j7'^^P^ ; ?-/U-7 J i^/U) - 2-^/U7D./n>T*K4 
3()mgttr-7-h7tKn77>5mWw?gfl¥L, JkftT. HJ^/Ur$>2(iO j/ I, 4'- •>••<> 

L, Gmm%t&fol%&fcmj-hWJ*7kmm5ml, /kl5m]X2. ^Fu&ifc7kl5mlTi7fcti> 
L, «6«^hy2A-C«*Lfcc «ET^«'j8SESr^Lfc«. »»**>y*^^*7^^D^h 

fi«£JB{b£4fe326mgfc#fc: : 
HiQi#»j93 

2-^nn-N-{l-[(4—>Ty-3-hy7/U^-p^/P^-/U)^/U^ 

2-^PP^,&#^52()mg^7 i h ; 7l:Kn>'7^1()ml|lML. *ftT*-*f 
y/u^pyi'230^1, N, N-^f-/^/UA75KljS«r«i*)!)U>L. :#:r£(ITlU^W4-^;'r, 

*7 l h7tKo77>4ml(C»»L', *#T2-T^-N-(4-WV-3-MJ7/U;i-np<f- 
^7x=./J,)-2-^/U7 p e/^T5K640mg, H^/L-7^310^ I&KBfcflD*, 50# 
fln»^Lfe 0 K^ttlw*Sr^, 2B*(Bl30»MJB«iL, $l±T(ife«g*l/t : M£ 

*«30ml, &?n£&7k30mlX2Tife#U ffifrf-bV* ATrffltkLIt,; WETKjgjSE&lg 
3S*S0»J95 

N - ! i - [ (4 - ->ry - 3 - l-y 7/u^p^/i^ /u) fjiv, - 1 - y ^/u 
/I' I - 4 - 1 K p ^ •> -< > X'7 5 K 

N- ( l -[ {A-'yT y-'i-Y^y>\'ir'o^)vy^=.)V) #/U/<^f,u] - 1 -/f/nf 
/U) -4-^!^'>-<vXT5K340mg^^^^pyKiOmll^fi?L, -78=C(IT1M = 
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vXiomi&;>jn;i5#» 

7kf4'^3()ml , *3()ml JSfQ^^jl^K^^Oml X 2T»L , fittfig-** W J»-C(fe*fcL /-, 



N - J^tf-dF-i/ - N - { 1 - [ (4 - i/T / - 3 - Y x )y>Viru **f- rv y^ vU ) # /W < ^ 
•Y/i'] -l —A-y /u^-d^^X/'^K 

Bny^>20mlSr»PA, -10 15t; 3Ettfky>0. 48g£'>LToJJ|J*/i : - 

10*C-eiH#K«^^, ^j&If4-75;-2-hy7yutn>f;^y'/ih!;/K). 59g& 



N-(l-[(4-^T/-3-hi;y'/^n^f-/U7^/u)^/w^^/P]-i-^/W3i7 L 

N— <>-^/W^r->-N- ( 1 - [ (4— >T>-3-Ky7/U^-nyf-/P7x=/U) */U/<ie 
>T^]-l-^/H^/H-4-7/U^-D-<^XT5K0. SgfciWM&TV^stfAO. 15g 

2?lfe0»j98 

N - (4 - *>7V- 3 - W7;Ptny f/U7i=/U) - 2 - - 2 - (3 - y^- ;U<7 U «f 
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1 0 - 2-?frl&l 1z2 - T * / - N - (4- v T /-'A- \-\)y iV-^u & >l 7s-:->V ) 

•7--h«59mg?r;j|]^, sra-c4. sn^WL/c, fzi&mmz, mtm^M, maxima 

'MMM99 

N— (4-i/Ty-3-hy7;U^-ny^/U7i^/l')-2-^/l'-2- (^^^T^K) 

#%^10-2T*^fiJtL/t2-T5:/ i -N-(4-'>Ty-3-H;7/^P^/W7 J :-/U) 
-2-^^7 i D/s>r$K400m«Srt s yv : ^5m]|l^?L, {l-Jr^Wj >v*f~tr)&®:d4 
4mg, l^^^^T5>226mg^n^, ^^T'llOI^^^L^ S^«2NM7K^if5 

&®n3-;u-^*r-fy(i :immn£mi&&zmtz.; :<oiijf B ^^f^Mt 

mmm ltmm^ixmmm 1 05 - 1 07*&j$.i tz... 
mmm25tmmzLxmMmio8&£&itz a 
n»j 1 tnmz.Lxmm 109 - 1 1 1 &£fifcLfc, 

Hte^j25^|^^I^LT^l»g0!lll2-122$r^/55cLyc s 
*»Jl <bl63*tlJc:LT2|ji0iJl23- 129££/£Lf; s 
3U£0yi3O 

N- (4-^T/-3-hy7/U^-n^;W-<>-/^/U) -[4- (4-7/^d--s:>-/^;W)T5: 

m-Vit&Vo (A) fcftfc. HMfflfcWmoSW (B) fcftfcu 
£ttWl3Ofc|B|*fcL*C&ifc0!h 31 ££f&Lfc,. 
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ZZ.X', mWArt-i&5K(])M3\1Z) 



R 4 R S R 6 R 7 



! A , A, 



MS :M#to'<fi 
MeOH 

i-PrOH :^y7 DA7- /U 



Ex. :HJfc0ll#-S§- 
Me 

Et :a:^-/u 

Ac :Tir^/i- 



Benzyl 



-CH," 



^4 



i H I (0] 



(0) 2 



Ex. 


R 1 


R z 


R 9 


DATA 


1 


CF 3 


CN 


CH 3 


mp: 164-165 C 

NMR: 6 :1.37(3H.d,J=6.8Hz),2.94(3H,s),4.01-4.17 

(1H,m),7.68(1H,d,J=8.0H2).8.06(1H,dd,J=1.8.8.8Hz).8 

.12(1H,d,J=8.8Hz),8.29(1H,d,J=1.8Hz),10.80(1H.s) 


2 


CF 3 


CN 




mp: 189-190t;(AcOEt-Hex) 

NMR: ft :1 .21 (3H,d,J=6.8Hz),3.94-3.98(1 H,m), 7.46- 
7.54(3H,m),7 74-7.84(3H 1 m) I 8.03-8.08 (2H,m), 8.32- 
8.33 (1H,m),10.71(1H,s) 


3 


CF 3 


CN 




mp: 178-1 79^ (AcOEt-Hex) 

NMR: ft :1.24(3H.d,J=7.0Hz),3.94-4.00(1H,m),7.28- 
7.31 {2H,m),7.80-7.B4(3H,m),8.04-8.0B(2H.m). 8.37 
(1H,d,J=8.0Hz),10.71(1H.s) 


4 


CF 3 


CN 




mp: 179-180 C(AcOEt-Hex) 

NMR: 6 :1.24(3H,d.J=6.8Hz),3.94-3.99(1H.m),7.42- 
7.53(2H,m),7.73-7.80(3H,m) l 7.94-8.12(2H.m) l 8.46 
(1H,d.J=8.4Hz).1 0.70(1 H.s) 


5 


CF 3 


CN 




mp: 170-171t:(AcOEt-Hex) 

NMR: 6 :1.24(3H.d,J=6.8Hz),3.93-4.04(1H,m),7.63- 

7.69(4H l m),7.78(1H,dd.J=1.6,8.4Hz),8.04-8.09(2H,m), 

8.07(1H l d.J=8.4Hz).8.46(1H,d,J=8.8Hz),10.69(1H,s) 


6 


CF 3 


CN 




mp: 183-184T:(AcOEt-Hex) 

NMR: 6 :1.25(3H.d,J=7.0Hz),3.98-4.05(1H,m),7.77 
(1H, dd,J=2.0 > 8.2Hz),7.88-7.97(4H,rn),8.00(1H l d. 
J=2.0Hz),8.08(1H,d,J=8.8Hz),B.69(1H,d.J=8.2Hz),10. 
74(1 H.s) 
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Ex. 


R' 


R 2 


R 9 


DATA 


7 


CF 3 


CN 




mp: 134-135 'C(AcOEt-Hex) 

NMR: ft :1 .27(3H,d,J=6.8Hz) ) 3.99-4.07(1H ( m) l 7.72 

(1H.dd.J=1.2,8.8Hz),7.79(2H,d,J=8.0Hz),7.95-B.06 

(4H ( m),8.66(1H,d,J:=B.8Hz).1073(1H.s) 


8 


CF 3 


CN 


-Q-OCF3 


mp: 111-112 < C(AcOEt-Hex) 
NMR: ft :1.26(3H ( d,J=6.8Hz),3.98-4.05(1H t m),7.41 
(2H,d,J=8.6Hz) ,7.76(1 H,d,J=8.6Hz), 7.87-7.89{2H,m). 
8.06l2H,d,J=8 6Hz) 8 52(1 H d J=8 6Hz) 10 75(1 H s) 


9 


CF 3 


CN 




mp: 184-185 : C(AcOEt-Hex) 

NMR: 6 :1.32(3H f d,J=7.2Hz),4.01-4.14(1H,m) ( 7.07- 
7. 1 2(1 H,m),7.41 -7.47(1 H,m) ( 7.78-7.82(2H ( m) t 8.03 
(1H.<U= 1.8Hz) ,8.08(1 H l d,J»B.6Hz),8.S7(1H,d v JsB.6H 
Z), 10.77(1 H,s) 


10 


CF 3 


CN 




mp: 159-160t;(AcOEt-Hex) 

NMR. 6 :1.25(3H.dJ=7.6Hz),3.9B-4.05(1H,m),7.49 

(1 H,t,J=8.4Hz),7.54-7.56(1 H,m),7.70-7.78(2H t m), 7.79 

(1H ) dd r J=1.8,8.4Hz),8.03(1H l d t J c =1.8Hz),8.07(1H,d i J= 

8.4Hz).8.54(1H.d.J=8 4Hz) 10 77MH s) 


11 


CF 3 


CN 




mp: 1 B9- 1 90 : C (AcOEt-Hex) 

NMR: 6 :1.27(3H f d l J>i7^Hz) l 4.00-4.08(1H l m) B 7.67- 
7.71(1H,m),7.78(1H l dd i J=1.6,8.6Hz) l 7.96(1H,d t J=7.6 
Hz),8.00(1H f d,J=:1.6Hz) ( 8.04-8.11(3H l m), 8.64(1 H,d. 
J=8.6Hz) t 10.79(1H,s) 


12 


CF 3 


CN 




mp: ^-m^AcOEt-Hex) 

NMR: ft :1.28(3H f d,Ja6.8Hz),4.03-4.10(1H,m),7.70- 
7.74(2H,m) ( 7.84(1H,d l J=8.0Hz) ) 7.96(1H,d l J=1.6Hz),8. 
01 (1 H t s),8.04-B.07(2H,m),8.68(1 H,d,J=8.BHz), 
10 77(1 H s) 


13 


CF 3 


CN 




mp: 1 67- 1 68 C (AcOEt-Hex) 

NMR: :1 .24(3H,d,J=7.0Hz) t 4.00-4.04(1 H,m),7.48-7.51 
(1 H ,m) ,7.57-7.60 (2H, m) ,7.76-7.78(2H, m) .7.85-7.90 
(3H,m),7.98(1 H,d f J=8.8Hz),8.34(1 H,s),8.41 (1 H,d,J=8. 
0Hz) 10 63(1 H s. 


14 


CF S 


CN 




mp: 1 93- 1 94t (AcOEt-Hex) 

NMR: 6:1.19(3H,d,J=6.8Hz),3.95-4.00(1H,m), 7.51 

(1 H,t,J=7.6Hz),7.58-7.62(2H,m),7.67-7.71 (1 H.m), 7.78 

(1H,d,J=1.6Hz).7.93-8.06(3H,m).8.13(1H,d,J=7.2Hz). 

8.67(2H.d.J=8.8Hz),10.S2(1H.S) 


15 


CF 3 


CN 


1 

CO 


mp: 199-200*C (AcOEt-Hex) 

NMR: 6 :1^7(3H,d.J=7.2Hz),4.37-4.44(1H,m).7.eo- 

7.72(4H,m)7.83(1H.d^=1.6Hz),8.00(1H,d > J=8.8Hz) l 8. 

17(1H,dd,J=1 .2,8.4Hz),8.31 (1 H,dd,J=4.6,7.2Hz),8.43( 

1 H.dd,J=1 .8.8.8Hz).9.02(1 H.dd,J=1 .6,4.0Hz).1 0.65(1 

H.s) 


16 


CF 3 


CN 




mp: 1 85-1 8ffC (AcOEt-Hex) 

NMR: 6 :1.34(3H.d.J=6.8Hz).3.97-4.06(1H,m), 7.00- 
7.04(1 H,m),7.25-7.35(4H,m).7.48-7.50(2H 1 m), 7.84 
(1 H.dd.J=2.0,8.8Hz) l 7.96(1 H,d,J=8.8Hz).8.04(1 H,d,J= 
8.0Hz) ,8.1 0(1 H.d, J=2.0Hz) . 1 0.80(1 H.s) 
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*5 

R 3 R 4 



Ex. 


R' 


R 2 


R 3 


X 


R* 


R 8 


DATA 


17 


CF 3 


CN 


H 


0 


CH 2 CH 3 


H 


mp: 170-171 C 

NMR: 6 :0.83(3H,t,J=7.4Hz),1.52-1.72 (2H. m). 

1 77. 1 R9/1 H ml 7 OA 7 OQ/OU m\ 7 7(^.7 AO 

(3H,m),8.01(1H,d f J=2.0Hz).8.07(1H.d t J=a.4H2) t 
8.36(1 H l d l J=8.8H2),1 0.74(1 H,S) 


18 


CF 3 


CN 


H 


0 


CH 3 


CH 3 


mp: 1 71 - 1 72 C(AcOEt-Hex) 
NMR:(CDCI 3( TMS internal standard) 

(1H ( m),7.26-7.30(2H,m) l 7.80(1H ( d l J«8.6Hz), 
7.86-7.90(3H,m), 8.08(1 H.d.J=1 .8Hz). 8.79 <1H.s) 


19 


CF 3 


CN 


CH3 


0 


CH 3 


H 


mp: 157-158 c: (AcOEt-Hex) 

NMR' 6 '1 0fif3H d J=6 BH?) 3 Pfi^ht hrV 4 0Q 

(1 H.br) J.38(2H,U=8.0Hz),7.73-7.B1 (4H.m), 

8.22-8.34(2H,m) 


20 


CF 3 


CN 


H 


0 


benzyl 


H 


mp: 248-249C(AcOEt-Hex) 
NMR: 6 :2.77-2.99(2H.m)A08-4.14(1H.m). 7.14 
(2H,t t J =8.8Hz) ,7. 1 9-7.26 (5H,m) ,7.61-7.64 
(2H,m) ,7.72(1 H,d,J=B.8Hz), 7.96(1H,s), 8.07 
(1 H,d, J=8.8Hz).8.61 (1 H,d,J=r8.8Hz), 10.77(1 H,s) 


21 


CF 3 


CN 


H 


0 


H 


H 


mp: 1 79-1 80t: (AcOEt-Hex) 

NMR: tS ;3.77(2H,d,J=6.1Hz),7.38-7.42 (2H ( m), 

7.86-7 .90(3H,m) ,8.08-8. 12(2H,m), 8.25-8.27 

(1H,m),10.71(1H,s) 


22 


CF 3 


CN 


H 


S 


CH 3 


H 


mp: 86-87 C 

NMR: 6 :1.32(3H,d,J=6.8Hz),4.39-4.46 (1H. m), 
7.28-7 .34(2H I m),7.78-7.84(2H,m) t 8.18-8.24 
(2H,m),B.31(1H t d,J=B.4Hz),8.42 (1H,s), 
12.01 (1H,s) 



me 




Ex. 


R 1 


R 2 


A 


R 9 


DATA 


23 


CF 3 


CN 


Me Me 




mp: 1 66- 1 67 C(AcOEt-Hex) 

NMR: A:1.41(6H,s),7.06-7.10(1H.m), 7.57- 

7.61(1 H.m).7.84-7.B7(1 H,m),8.07-8.14 (2H. 

m),8.23-8.30(2H,m).10.29(1H,s) 


24 


CF 3 


CN 


^OMe 




mp: 90-95'C(Ac0Et-(i-Pr) 2 O-Hex) 
NMR: 6 :3.19(3H,s),3.42-3.52(2H,m), 4.09- 
4.17(1 H,m).7.23-7.28(2H,m),7.76-7.84 (3H, 
m) ,8.0 1 -8.03(1 H,m) ,807(1 H,d, J*=8.4Hz). 
8.51(1 H.dJ=9.2Hz).10.81 (1H.S) 
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Ex. 


R 1 


R 2 


A 


R 9 


DATA 


31. 


CF 3 


CN 


Me Me 




mp: 117-1 1 8 c C(AcOEt-Hex) 
NMR(CDC1 3 ,TMS internal standard ) 
6 ; 1 .47(6H ( s),5.84 (1H,s) ,7.22(2H,t,J=8. 8Hz) . 
7.79(1 H.d t J=8.8Hz),7.90-7.95(3H,m), 8.07 
(1H t s),9.20(1H,br) 


32 


CF 3 


CN 


Me Me 

X. 




mp; 109-1 10t:(AcOEt-Hex) 

NMR: & :1.50(6H,s)7.89-7.92(2H t m).8.00- 

8.15(4H l m),8.28(1H,d l J=2.0H2),8.90(1H,s) ) 1 

0.33(1 H,9) 


33 


CF 3 


CN 


Me Me 


-^3^0CH 3 


mp: 124-125 c C(AcOEt-Hex) 
NMR: 6 :1.45(6H ( s) t 3.76(3H l s),6.82(2H ( d, 
Js8.BHz) l 7.73-7.75(3H,m),7.B9-7.92 (1 H,m), 
8.00(1H,d.J=2.0Hz),9.67 (1H.S), 1 0.83(1 H,s) 



*7 



NC 



Ex. 


R' 


A 


R 9 


DATA 


25 


CF 3 


Me Me 




mp: 207-208^; 

NMR(CDC1,,TMS internal standard ) 
6 :1.77(6H,S),6.29(1H,S).7. 15-7.1 9(2H,m). 7.76 (1H, 
d,J=8.3Hz),7.75-7.B3(2H,m),7.87-7.90(1 H,m), 8.07 
(1H t d,J=2.0Hz),1 0.67(1 H.s) 


26 


CF 3 


Me Me 


OCH, 

^> 


mp: 124-125 C(AcOEt-Hex) 

NMR: 6 :1^7(8H,s),3^7(3H l 8) l 7.05(1H,t. J=7.2Hz), 
7,20(1 H,d,J=8.4H2) ,7.49-7.54(1 H,m), 7.79(1 H.dd, 

j^.o.s^Hzj.s^dH.d^s^Hzj.e.isfiH.dd.j^.o.B 

.4H2),8.31(1H l d,J=:2.0H2) f 8.55(1H,s),10.20(1H l s) 


27 


CF 3 


Me Me 




mp: 256-258 i C(MeOH-EtOH) 

NMR: b :1.54(6H,s) t 7.98(2H ( m) ( 8.03-8.15 (4H, m), 

8.29(1H ( d.J=2.0Hz),8.85(1H,s).10.22(1H t s) 


28 


CF 3 


Me Me 




mp: 222-225*C(AcOEt-Hex) 

NMR: 6 :1.55(6H l s),7.87(2H ( d l J=8.8Hz),8.06 (1H,d, 
J=8.8Hz),8.13-8.15(3H ( m),8.30(1H t d f J=2.0Hz),8.83 
(1H,s),10.23(1H,s) 


29 


CN 


Me Me 

J< 




mp: igs-isg'CfEtOH) 

NMR* 6 :1 .52(6H,s),731 (2H,t ( J=8.8Hz) ,7.98-8.04 
{3H ( m) ) B.10(1H ( dd ) J=2.0 t 8.6Hz),8.30(1H,d ( J=:2.0Hz) ( 
8.59(1 H.S),10.15{1H.S) 


30 


CI 


Me Me 

X. 




mp: 227-230 t C(AcOEt-Hex) 

NMR: 6 :1 .51 (6H,8).7.31 (2H,t,J=8.9Hz),7.75(1 H, dd ( 
J=2.6 r 8.7Hz)J.85(1H ( d,J=8.7Hz),8.00(2H,dd ( J=5.4,8 
.gHzl.S.OedH.d^eHzl.B.SSdH.brl.lO.OOdH.br) 


34 


CF 3 


Me Me 

>^ 




mp: 168-169 C(AcOEt-Hex) 

NMR: 6 :1.54(6H.s) t 7.27-7.32(2H,m),7.52-7.58 

(1H,m) l 7.72-7.76(1H,m),8.08 (1H,d, J=8.4Hz), 8.16 

(1H,dd t J=1.6.8.4Hz) t 8.33(1H t d r J=1.6Hz) ( 8.52(1H ( d t J 

=1.6Hz),10.22(1H,s) 
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Ex. 


R 1 


A 


R 9 


DATA 


35 


CF 3 


Mc Mc 

x 




mp; 204-206 C(AcOEt-Hex) 

NMR: (S:1.53(6H,s)7.38-7.43(1H,m) t 7.50-7.56 (1H, 
m),7.75-7.78(2H > m),8.04-8.15 (2H,m), 8.30(1 H.sJ, 
8.69(1H,S),10.22(1H,s) 


36 


CF 3 


Me Me 

X 




mp: 184-185'C(CHC1 3 ) 

NMR: 6 :1 .54(6H,s),7.5l-7.54(1H,m) f 8.05(1 H,d,J= 
8.8Hz), 8.13-8.16(1H.m),8.24-8.27 (1H,m),8.30(1H, 
d,J=1.6Hz),8.72(1H,dd,J=1.6,5.2Hz), 8.80(1 H,s) ( 
9.1 1(1H,d,J= 1.6Hz), 1 0.22(1 H,s) 


37 


CF 3 


Me Me 




mp: 1 29-130 C((i-Pr) 2 0) 

NMR: tS:1.61(6H t s) l 7.64-7.62(1H l m),8.00-8.01 (2H, 
m) ( 8.06(1 H,d,J=9.2Hz) t 8.14-8.16 (1H,m),8.31 
(1H,d, 

J^.eHzJ.B^OH.d.Jna.BHzJ^.SSd H,S), 10.34(1 H,s) 


38 


CF 3 


Me Me 




mp: 173-174 < C(AcOEt-C 6 H 6 ) 
NMR: 6 :1.58(6H,s),7.59-7.65(2H.m),7.98-8.06 (5H, 
m),8.1 4-8.1 7(1 H t m),8.32(1H,d,Js1.6Hz), 8.56 (1H,s), 
8.74(1 H.s]. 1 0.26(1 H s\ 


39 


CF 3 


Me 




mp: 220-221'C(AcOEt-Hex) 

NMR(CDCl3,TMS internal standard ) 

cS :1.26(3H,s), 1.79-1 .85(1 1H,m) ( 4.6B-4.72(1H,m), 

5.98-6.00(1 H,m),7.81-7.83(2H.m), 7.98-8.00 (1H,m), 

9.88-9.89(1 H,m) 


40 


CF 3 


Me 




mp: 206-207 c C(AcOEt-Hex) 
NMR (CDCI 3( TMS internal standard): 6 :1 .61 (3H.d. 
J=8.6Hz),4.93-4,97(1H,m),6.82-6.84(1H,m), 7.16- 
7.19(2H,m) t 7.76(1 H l d,J=8.5Hz) ,7.84-7.87 (2H,m), 
7.97(1 H,d, J=8.5Hz),8.02 (1H,s),9.88(1H,s) 


41 


CF 3 


Me Me 

X 




mp: 166-167C(AcOEt-Hex) 

NMR: 6 :1.53(6H,s),7.18-7.23(1M,m),7.34-7.40 (1H, 
m) ( 7.79-7.B5(1H,m),8.08(1H,d, J=8.8Hz), 8.16 (1H, 
dd. J= 1 ,6.8.8Hz) 8 32f 1 H d J= 1 6Hzl 8 55M HdJ-1 6 
Hz) ,1 0.22(1 H,s) 


42 


CF 3 


Me Me 

X 




mp: 182-183t(AcOEt-Hex) 

NMR: 6:1.52(6H ( s),7.14-7.20(2H,m) ( 7.48-7.56 (1H, 
m), 8.10(1H,d,J=8.BHz).8.17(1H.dd. J=1 6 8 8Hz) 
8.33(1H,d.J=1.6H2).9;i0(1H,s).10.20(1H.s) 


43 


CF 3 


Me Me 

X 


Ci 

-£)-«. 


mp:214-215t;(AcOEt-Hex> 
NMR: 6 :1.51(6H,s).7.55(1H,dd,J=1.6Hz, 8.0Hz). 
7.66-7.69(2H,m),B.08(1H,d,J=8.4Hz), 8.18-8.21 (1H. 
m), 8.35-8.36(1 H,m),B.87(1H,s). 1 0.28(1 H,s) 


44 


CF 3 


Me Me 

X 


^^-0COCH 3 


mp: 171-172'C(AcOEt-Hex) 
NMR: 6 :1.49(6H,s).2.01(3H.s),716-7.18(1H,m). 
7.34-7.38(1 H,m),7.51 -7.55(1 H.mJJ.BSOH.dd.J* 
1 .6,7.2Hz),8.1 8(1 H,d, J=8.8Hz),8.1 8(1 H.dd. J=1 .6,8.8 
Hz).8.33(1 H.d.J=1 .6Hz),8.61 (1 H.s) ,1 0. 17(1 H.s) 


45 


CF 3 


Vie Me 

X 




mp. 207-20ffC(AcOEt-Hex) 

NMR: 6 :1 .51 (6H,s).7.65-7.69(1 H,m).7.76-7.80 (2H. 
rn\ 7 87-7 89M H m\ R flft.R 1 0f 1 H m\ q is a an M u 

m),8.38(1 H,s),8.93(1 H.s), 10.30(1 H.s) 


46 


CF 3 


Me Mc 

X 




mp: 215-21ffT,(AcOEt-Hex) 

NMR: A :1.58(6H,s).7.46-7.60(3H,m),7.85 (1H.d. 

J=6.8Hz),7.97-8.13(4H.m),8.24-8.26 (1 H.m).8.39 
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R 1 


A 




DATA 










(1H f s),8.86(1H l s) I 10.42(1H,s) 


47 




Me Me 




mp: 195-196T,(AcOEt-Hex) 

NMR: f> :1 .52(6H,s),7.35-7.40(1 H ( m),7. 45-7.49 (1 H, 
m),7.61-7.66(2H,m),8.08(1H,d ( J=8.8Hz). 8.21(1 H, 
dd,J=2.4,8.8Hz) f 8.38(1 H,d f J=2.4Hz),8.B1 (1 H.s),10.2 
7(1 H.8) 


48 


CF 3 


Me Me 




mp: t80-182C(AcOEt-Hex) 

NMR: b :1 .52(6H,s),7.40-7.51 (3H,m),7.61 -7.65 (1 H, 
m) f 8.05-8.24(2H,m) l 8.37(1H l br),8.83 (1H,br),10.28 
(1H,s) 


49 


CF, 


Me Me 


-O 


mp: 203-204 : C(AcOEt-Hex) 

NMR: 6 :1.54(6H,s),7.46-7.50(2H,m),7.53-7.57 (1H t 
m),7.93-7.95(2H,m),8.05(1H,d, J=8.4Hz). 8.14 
(1 H ? dd,J=:1 .6,8.4Hz),8.31 (1 H f d,J=1 .6Hz),B.86(1 H,s), 
10.20(1H,s) 


50 


CF 3 


Me Me 


X 3 


mp: 106-107C(AcOEt-Hex) 

NMR: 6 :1.51(6H ( s),6.63-6.66(1H,m),7.18-7.20 (1H, 
m),7.86-7.8B(1H,m),B.05 (IH.d, J=8.4Hz), 8.13-8.17 
(1H ( m) t 8.30(1H.d,J=Z0Hz) f 8.38(1H f s), 10.25(1H,s) 


51 


wr 3 


Me Me 


^ N 
i 

Me 


mo* 145-146*CfAcOEt-Hexl 

NMR: 6 :1 .48(6H,s),3.72(3H f s).6.04(1 H,dd,J=2.4, 

4.0Hz) ,6.89-6.92(1 H.m) ,6.98-7.01 (1 H,m),7.97 (1 H, 

sJ.S.O^IH.d.JirB.SHzJ.B.IS-B.igilH.m), 8.33(1 H,d, 

J=1.6Hz),10.17(1H,s) 


52 


CN 


^OAc 

X 




mp: 209-21 0t:(AcOEt-MeOH) 

NMR: 6 :2.01 (3H,s),4.34-4.46(2H,m) t 4.83-4.90 (1 H. 

m) 1 7.30-7.37(2H t m),7.96-8.06(3H,m) ( 8.09(1 H,d, 

J=8.BHz),B.30(1H,d t J=2.4Hz) 1 8.97(1H,d,J=7.6Hz) I 10 

.98(1 H,S) 


53 


CF 3 


Me Me 


Jl 1) 


mp: 1 25- 1 27 C (AcOEt-Hex) 

NMR: 6 :1 .52(6H t s),7.1 6-7.20(1 H,m),7.76-7.79 (1 H, 
m) ,7.95-7.98(1 H,m),8.05(1 H,d,J=8.8Hz), 8. 1 3-8. 1 8 
(1H,m).8.30(1H l d,J=2.0Hz),8.54(1H,s) l 10.23(1H ) s) 


54 


CF, 


Me Me 




mo: 1 98- 199'C (AcOEt-Hex} 

NMR: 6 :1.51(6H l s),2.27(3H,s),7.21-7.29(2H,m), 

7.32-7.37(1 H,m),7.54-7.58(1H,m),8.07(1H,d l J=8.B 

Hz).8.19(1H,dd,J=2.0.8.8Hz),8.38(1H,d,J=2.0Hz) l 8.5 

3(1H,S), 10.25(1 H,s) 


55 


CN 


Me Me 




mp: 175-176*0 (AcOEt-Hex) 

NMR: 6 :1 .52(6H.s) 1 7.27-7.33(2H.m) 1 7.52-7.58 (1 H. 
m),7.72-7.77(1H.m),8.05(1H,d,J=8.4Hz) l 8.13 (1H, 
dd,J=2.0,8.4Hz) ,8.34(1 H,d,J=2.0Hz),8.51 -8.55 (1H, 
m), 1 0.20(1 H.s) 


56 


CN 


Me Me 




mp: 139-1 41 t (AcOEt-Hex) 

NMR: 6 :1 .51 (6H,s),7.1 4-7.21 (2H,m),7.48-7.57 (1H, 
m),8.07(1H,d,J=8.8Hz),8.12(1H,dd,J=2.0,8.8Hz).B.35 
(1 H,d,J=2.0Hz),9.1 1 (1 H.sJ.1 0.16(1 H,s) 


57 


CF 3 


Mc Me 




mp: 221 -223'C (AcOEt-Hex) 

NMR: A :1 .56(6H.s),7.43-7.50(2H,m), 7.95-8.08 (3H, 
m),8.1 5-8.1 9(1 H,m).8.30-8.34(2H,m),8.86 (1 H.s), 
10.29(1 H.s) 
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Ex. 


Ft 1 


A 


R 9 


DATA 


58 


CF 3 


x ou * 




mp: 195-1 96 C(AcOEt-MeOH) 

NMR: 6 :3.31(3H,s),3.73(2H,d,J=4.4Hz),4.78-4.85 

(1H,m),7.28-7.35(2H ( m),7.54-7.61(1H ( m) ( 7.66-7.71 

(1H.m),8.02-8.06(1H,m) f 8.12(1H,d,J=8.8Hz), 8.31 

(1H,d,J=2.4Hz),8.55-8.66(1H,m) l 11.01(1H,S) 


59 


CF 3 


^OMe 
X^ 




mp; 1 87- 1 88T, (AcOEt-Hex) 

NMR: 6 :3.32(3H f s),3.70-3.79(2H,m),4.77-4.84 (1H, 
m),7.29-7.36(2H,m),7.97-8.14(4H,m), 8.32 (1H t d, J= 
2.0Hz),8.83(1H,d,J=6.8Hz) t 10.99(1H,s) 


60 


CF 3 


Me Me 

X. 


6:; 


mp: 164-165X:<AcOEt-Hex) 

NMR: 6 :1 .53(6 H t s) ,7.28-7 .34(1 H t m) ,7.50-7.64 (2H, 
m) f B.09(1 H,d,J=8.4Hz),8.1 7(1 H t dd,J=1 .6,8.4Hz),8.34 
(1H,d,J=1.6Hz).8.74f1H,s),10.24(1H.s) 


61 


CF 3 


Me Me 

X. 


xx; 


mp: 208-209C (AcOEt-Hex) 

NMR: 6 :1.53(6H t s),7.53-7.61(1H,m) l 7.7B-7.B4 (1H, 
m),8.01-8.08(2H ) m),8.12-8.15(1H,m) l 8.29 (1H,d ( 
J=1.6 Hz), 8.70(1 H,s),10.21(1H,s) 


62 


CF 3 


Me Me 

X. 


XX, 


mp: 161-162t;(AcOEt-Hex) 

NMR: A :1.52(6H,s)7.33-7.45(2H,m),7.59-7.65 (1H t 
m),8.08(1H ( d f J=8.8Hz),8.15(1H f dd l J i =1.6 f 8.8Hz) t 8.33 
(1 H,d,J= 1 .6Hz),8.71 (1 H,s),10.24(1 H.s) 


63 


CF 3 


Me Me 

X. 


Me 

— V~Me 
Me 


mp: 143-144"C((i-Pr) 2 0) 

NMR: f> :1 .1 1 (9H,s) t 1 ,42(6H,s),7.39(1 H f s) ( 8.04-8.11 
(2H.m),8.30-B.33(1 H,m),9.00(1 H,s) 


64 


CN 


Me .Me 

X 




MS FAB (m/z):383[(M+1) + J 

NMR. A :0.97(6H,d t J=6.6Hz) f 2.05-2.1 9(1 H,m), 4.51 
(1H l t,J=8.3Hz),7.15(2H,t,J=7.9Hz) l 7.46-7.58(1H, m), 
8.01 (1 H,dd,J=1 .9,8.5Hz),8.09(1 H,d ( J=:8.5Hz),8.33(1 
H,d,J=1 .9Hz),9.15(1 H,d,J=B.3Hz),1 1 .03(1 H.br) 


65 


CF 3 


Me Me 

X. 




mp: 204-205 C 

NMR: 6 :1 .54(6H,s), 7.67-7.71 (1H,m), 7.80-7.84 
(1H, m), 7.92(1 H,d,J=7.6Hz) ( 7.99(1H,d t J=7.6Hz), 
8.07 (1H,d,J=8.8Hz), 8.19(1 H.dd, J=1.6 t 8.8Hz), 8.31 
(1H t d,J=1.6Hz) t 8.95(1H,s), 10.27(1H,s) 


66 


CF 3 


Me Me 




mp: 21 5-21 7C 

NMR: 6 :1.42(6H,s),5.02(2H,s),7.28-7.36 (4H t m), 
7.69(1 H.sJ.S^dH.d^B^HzJ.S^OdH.d.JsS^Hz), 
8.33(1 H,s),10.32(1H,s) 


67 


CF 3 


Me Me 

j< 




mp: 205-206^ 

NMR: 6 :1.57(6H,s) t 6.91-6.94(2H l m),7.40-7.44(1H l 
m). 7.99(1 H.dd,J=1.6,8.0Hz).8.06 (iH.d. J=8.4Hz). 
8.15(1 H ( dd,J=2.0,8.4Hz). 8.30(1 H t d, J=2.0Hz) ( 
8.86(1 H,s). 10.27(1 H t s), 1 1 .88(1 H,s) 


68 


CF 3 


Me Me 

X. 




mp: 188-189t: 

NMR: 6 :1.66(6H,s) ( 7.73-7.77(2H ( m) t 8.06 (1H,d, 
J=8.8Hz),8.17(1H,dd,J=2.0,B.4Hz),8.24(1H ) dd,J=1.6 ( 
8.4Hz),8.31(1H t d 1 J=1.6Hz),8.49(1H,dd t J=1. 6,7.2Hz), 
8.29(1 H,dd,J=1 .6,8.4Hz),9. 15(1 H,m), 10.37(1 H,s), 1 1 . 
46(1H,s) 


69 


CF, 


Me Me 

X. 


II Ij 
H 


mp: 122-123 C(AcOEt-Hex) 

NMR: A :1 .49(6H,s),6.08-6.12(1 H,m) ,6.85-6.88 

(1H t m) f 6.93-6.97(1H,m) r 8.01-8.06(2H t m) ( 8.13-8 l 17 

(IH.mi.e.SO-e^dH.mJ.IO^KIH.s),! 1.40-1 1.46 
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Ex. 


R 1 


A 


R s 


DATA 










[1H.br) 


70 


CF, 


Me Me 

X. 


ivi e ivi e 


MSFAB(m/z):418((M+H)T 

NMR: 6 :1 .41 (6H f s),1 .47(6H ( 6) f 7.18-7.33(5H,m), 

7.45(1 H,s) 1 B.05-8.14(2H t m) ( 8.24-8.26(1H t ni), 9.89 

(1H.s) 


71 


CF, 


Me Mc 

>^ 




mp: 194-19SC(AcOEt-Hex) 

NMR: 6:1.52(6H t s),7.2B-7.39(2H,m),7.45-7.52 (1H, 
m),8.09(1H,d,J=8.4Hz),B.16-8.20(1H ( m), 8.33 (1H,d, 
J=1.6Hz),9.13(1H,6),10.15(1H,6) 


72 


CF, 


Me Me 

X. 


XX' 


mp: 182-184'C(AcOEt-Hex) 

NMR: A :1 .53(6H,s),7.42(1 H l dd,Js2.4,8.0Hz) l 7.54- 
7.58(1 H,m),7.78(1 H,t,J=8.0Hz),8.08(1 H,d, J=8.4Hz), 
8.15-8. 18(1 H,m).8.33-B.35(1 H ) m) t B.62-B.65(1 H,m), 
10.27(1 H,s) 


73 


CF, 


Me Me 

X. 




mp: 166-1 69°C(AcOEt-Hex) 

NMR: 6 :1.S1(6H f s),7.30-7.37(1H,m) l 7.52(1H ( dd, 

J=2.4 ( 8.4Hz),7.72(1H,dd t J=6.4 ( 8.4Hz) ( 8.09(1H,d ) J=8 

.8Hz) l 8.18-B.22(1H,m) > 8.34-8.37(1H,m),8.45 (1H,s), 

10.28(1 H.8) 


74 


CF, 


Me Me 

X. 




mp: 187-l8tfC(AcOEt-Hex) 
NMR: 6:1.53(6H l 8),7.54(1H l t l J=9.2Hz),7.90-7.95 
(1H l m) l 8.05(1H ( d,J=8.4Hz) f 8.11-8.16(1H,m) ) 8.25 
(1H,dd l J=2.0,7.2Hz),8.28-8.30(1H,m) t 8.76 (1H,s), 
10.22(1 H,s) 


75 


CF, 


Me Me 

X. 


F 


mp: 1 97-199 C(AcOEt-Hex) 

NMR: 6 :1.51(6H,s) l 7.27-7.34(2H,m),8.10(1H,d, J= 
1 0.22(1 H,s) 


76 


CF, 


Me Me 

X. 




mp: 222-223 C(AcOEt-Hex) 

NMR; 6 :1 .42(6H t s),7.24-7.28(3H:m),7.35-7.40 (3H, 
m)7.44-7.56(2H,m) t 7.75-7.79(1H,m) ) 8.07 (1H,d, 
J=8.8Hz),8.13-8.16(1H,m),8.32-8.34 (1H,m), 8.65 
(1H,s) ( 10.22(1H ( s) 


77 


CF, 


Me Me 

X. 




mp:197-198'C(AcOEt-Hex) 

NMR: 6 :1 .55(6H,s),7.39-7.44(1H,m) ( 7.47-7.53 (2H, 
m) t 7.72-7.81 (4H,m) f 8.02-8.08(3H,m) l 8.14-8.18 (1H, 
m),8.31 -8.33(1 H,m).8.B3(1 H,s),1 0.22 (1 H.s) 


78 


CF, 


Me Me 

X. 




MS FAB (m/z):400[(M+H)T 

NMR: 6 :1.56(6H,s),7.15(1H,d.J=5.6Hz),7.69-7.73 

(1H.m).7.82(1H,dd.J=45,5.6Hz).8.07(1H.d.J=8.5Hz). 

8.09(1H,br),8.13(1H,d,J=1.9.8.5Hz),8.28(1H,d,J=1.9 

Hz),10.24(1H.br) 


79 


CF 3 


Me Me 

X. 




mp: 197-199<C(AcOEt-Hex) 
NMR: 6 :1 .54(6H,s),7.84-7.87(2H,m),8.06(1 H.d,J= 
8.8 Hz),8.12-8.16(1H,m).8.30(1H,d,J=2.4Hz), 8.73- 
B.76(2H,m).8.87(1 H.s).10.29(1 H.s) 


80 


CF, 


Me Me 


X^^- N 


mp: 106-10BC(AcOEt-Hex) 

NMR: 6 :1.61(6H,s),8.07(1H,d l J=8.4Hz) l 8.13-8.17 

(1H,m).8.30(1H.d,J=1.6Hz),8.79-8.82(1H,m),8.90- 

8.93(2H,m),9.15-9.17(1H.m),10.32(1H.s) 


81 


CF, 


Me Me 

X. 


xo 


mp: 170-171'C(AcOEt-Hex) 

NMR: 6 :1 .65(6H,S),7.80-7.91 (2H,m),8.06(1 H.d, J= 

B.8Hz),B.13-8.20(2H,m),8.26-B.32(2H,m), 8.53 (1H, 

B),8.96(1H.S),9.45(1H.S).10.38(1H.8) 
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Ex. 


R 1 


A 


R 9 


DATA 


82 


CF 3 


Me Me 
X. 


U 

n 


mp: 172-173 C(AcOEt-Hex) 

NMR: 6 :1.57(6H,s),6.75-6.78(1H,m),7.14-7.19 (1H, 
m)740-7.44(1H t m),7.57(1H,d ( J=8.0Hz),7.64 (1H,d, 
J=8.0Hz) ( 8.06(1H.dJ=8.8H2),8.13-8.17 (1H,m),8.30- 
8.33(2H,m) , 1 0.22(1 H t s) , 1 1 .2B( 1 H.br) 


83 


CF 3 


Me Me 

X. 




MS EI (m/z):423(M*) 

NMR: d :1.47(6H I s) l 4.53(2H l s) I 6.94-7.00{2H,m), 
7.04-7.1 1 (2H,m),8.08(1 H,d,J=8.4Hz),8.1 7-8.22 (1 H, 
m) t 8.27-8.30(1H,m),8.32(1H,s), 10.21 (1H t s) 


84 


CF S 


Me Me 

X. 




mp: 289-290 c C(AcOEt-MeOH) 

NMR: d :1.72(6H,s),5.61(1H,d,J=9.2Hz},7.58 (1H,d, 

J=9.2Hz),8.13-8.20(2H,m),8.27-8.34(2H,m), 10.37- 

10.44(1H,m),10.49(1H.brt 


85 


CF 3 


Me Me 

X. 


x^ N ^\^ 

H 


mp: 147-1 49 C(AcOEt-Hex) 

NMR: 6:1.56(6H,s),7.02-7.07(1H,m),7.16-7.21 (1H, 
m),7.32-7.36(1 H.m).7.37-7.42(1 H,m) .7.62-7.66 (1 H, 
m) ,8.05( 1 H.d.J =9.2Hz) ,8. 1 4-B. 1 9 (1 H , m) , 8.30-8.33 
(1 H,m),8.53{1 H,s), 1 029 (1 H ( s), 1 1 .55(1 H.br) 


86 


CF 3 


Me Me 

X. 




mp: 1 00-1 02 C(AcOEt-Hex) 

NMR: 6 :1.50(6H,s) t 2.45(3H,s),6.B5-6.BB(1H ) m), 

7.76(1 H,d,J=4.0Hz),8.03-8.07(1 H,m),8.1 3-8. 1 7 (1 H, 

m),8.29-8.32<1H.m).8.41(1H l s),10.22(1H.s) 


87 


CF 3 


Me Me 


H 


mp: 231-232 < C(AcOEt-Hex) 

NMR: 6 :1.55(6H,s)J.02-7.08(1H,m) t 7.32-7.34 (1H ( 
m)7.36-7.45(2H,m).8.05(1H,d,J=8.4Hz),8.16 (1H.dd, 
J=2.0 ( 8.4Hz) l 8.31(1H l d t J=2.0Hz),8.59(1H l s), 10.28(1 

h 1 s) ( ii.66(ih,s) 


88 


CF 3 






MS FAB (m/z):438[(M+H) + ] 

NMR: 6 :2.01(3H,s),4.34-4.48(2H,m) ( 4.87-4.96 (1H, 
m) l 7.27-7.37(2H ( m),7.43-7.68(1 H,m) ,7.65-7.79(1 H, 
m),8.05(1H,dd,J=2.1 ,9.0Hz), 8.14 (1H t d,J=9.0Hz), 
8.30(1 H.d,J=2.1 Hz) .8.74-8.82(1 H,m), 1 1 .04(1 H.br) 


89 


CF 3 


.OH 

^\ 




mp: 181-182 C(AcOEt-MeOH) 

NMR: b :3.80-3.85(2H l m) l 4.63-4.68(1H,m),5.18- 

5.24(1 H t m) l 7.29-7.37(2H,m),7 55-7.62(1H,m) ( 7.72- 

7.77(1 H,m),8.02-8.06(1 H,m),8.12(1 H.d, J=8.8Hz), 

8.33-8.3B(2H l m).10.92(1H.s) 


90 


CF 3 


Me Me 


-O~ 0Me 


mp: 179t; 

NMR: 6 :1 .52(6H,s),3.81 (3H l s),7.00(2H,d, J=8.7Hz), 
7.91 (2H,d J=8.7Hz),8.04(1 H,d, J=8.7Hz),8.02-8.05 
(1H,m),8.29-8.31 (1H f m),8.38(1H t br) t 10.16(1 H.br) 


91 


CF 3 


Me Me 

X. 


-0~ Br 


mp: 182-183T: (AcOEt) 

NMR: 6 :1.52(6H,s),7.70(2H,dJ=8.4Hz),7.B9(2H. d, 
J=BAHz) 1 8.05{lH,4 t J=8AHz)fi.'l\-8A6{'lKm) % 8.28- 
B.30(1H,m).8.65(1H,br),1 0.1 9(1 H.br) 


92 


CF 3 


Me Me 

X. 




mp: 173C (AcOEt) 

NMR: ft :1.52(6H t s),7.56(2H,d,J=8.4Hz),7.96(2H l d, 
J=B.4Hz),8.05(1H,dJ=8.7Hz),8.12-B.16(1H,m), 8.29- 
8.31 (1 H.m).8.65(1 H.br). 1 0. 1 9(1 H,br) 


93 


CF 3 


Me Me 

X. 




mp: 223 V. 

NMR: 6 :1.50(6H,s),7.60(1H,d,J=8.1Hz),7.68(1H t d, 
J=1 .8,8.1 Hz) .7.81 (1 H,d.J=1 .8Hz),8.0B<1 H,d.J=9.0Hz 
(.8.1 7-8.22(1 H,m),8.35-8.36(1H ( m),8.87 (1H,br), 
10.28(1H ( br) 
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ex. 


Ql 

H 


A 

A 


Q9 


DATA 


94 


CF 3 


Me Mc 




mp: 199 1 : (AcOEt-(El) 3 0) 

NMR: iS :1 .51 (6H f s),7.35-7.41 (1 H ( m),7.62-7.66 (1 H, 
n))J.68-7J3(1H t m) t 8.0B(1H,(U=8AHz) i a.'\8-8.22 
(1H.m),8.37-8.39(1H t m) f B.83(1H,br), 10.28 (1H t br) 


95 


CF 3 


Me Me 

>^ 




MS FAB (m/z):392l(M+Hn 

NMR: :1 .50(6H,s),6.80(2H,d t J=8.7Hz) t 7.80(2H t d, 
J^HzJ^^flH.d.Jsg.OHzJ.B.1 1-8.16(1 H f m), 8.26 
(lH,br),8.30-8.32(1H,m),9.99(1H,br). 10.15(1 H.br) 


£8 

NC ^ 


Ex. 


R 1 


A 


R 8 


DATA 


96 


CF 3 


Me Me 


O-Benzyl 


MS FAB (m/z):500[(M+H) + ) 

NMR(CDCI 3t TMS internal standard): 6 :1.85 (6H ( s), 4.60 
(2H ( br),6.78(2H f d ( J=7.4Hz),6.8B(2H t U=8.8H2),7.08-7.33 
(3H,m),7.74-7.81 (3H,m) t 7.93(1 H,dd,J= 2.2, 8.4 Hz), 8.09 
(1H,d,J=2.2Hz),1 0.05(1 H,s) 


97 


CF 3 


Me Me 


OH 


mp: 2H-213t: 

NMRfCDQa+DMSO^TMS internal standard) 

6 :1.67(6H t s),7.05-7.t0(2H ( m) 1 7.74(1H ( d, J=8.5Hz),7.84- 

7.89(2H,m)J.95(1H,d, J=1.8Hz),8.10(1H,dd. J=1.B,8.4Hz). 

9.17(tH t S) t 9.23(1H,S) 



£9 




Ex. 


R' 


R 2 


Y 


R 8 


DATA 


98 


3-CF 3 


4-CN 


0 

H 


O 


mp: 144-146 C(AcOEt) 

NMR: 6:1.40(6H,s) t 6.69(2H,s),6.B0-6.63 (1H. 
m),7.01 (1H.d,J=2.4Hz),7.35-7.40(3H,m), 7.45- 
7.49(2H,m).7.65(1H.d,J=8.4Hz), 8.54(1 H.br) 


99 


3-CF 3 


4-CN 


C=S 




mp: 194-196t: 

NMR: 6 :1.70(6H,s),7.40-7.52(3H,m),7.B4- 
7.87(2H,m). 8.06-8.08(2H,m),8.24(1 H,S), 
1 0.02(1 H,s),1 0.20(1 H.s) 


100 


3-CI 


5-CI 


c=o 




mp: 229-230 l C(AcOEt-Hex) 

NMR: 6 :1.50(6H,s),7.23(1H,t,J= 1.3Hz), 7.31 

(2H,t.J=6.8Hz),7.73(1H,d f J=1.3Hz).7.98-8.04 

(2H,m).8.51(1H.s),9.73(1H.s) 


101 


3-CF, 


5-CF3 


c=o 




mp: 240-241 C(AcOEt-Hex) 

NMR: 6 :1.53(6H,s).7.32{2H l t.J=6.6Hz), 7.71 

(1H,s).8 02{2H.dd.J=3.9,6.6Hz).8.37(2H.s).B.5 

9(1H,s),10.10(1H,s) 
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Ex. 


R 1 


R 2 


Y 


R 8 


DATA 


102 


2-CF3 


4-CN 


C=0 




MS FAB (m/z):394[(M+H) 4 ] 
NMR: A :1.52(6H ( s),7.32(2H t t,J=9.0H2),7-95- 
8.03(3H,m),8.13-8.19(1 H,m), 8.24-8.28(1 H,m), 
8.74(1 H t br),9.16(1H,br) 



NC 


Ex. 


R' 


A 


Y 


R 9 


DATA 


I uo 


PP 
wt"3 






r — v 

-©-* 


mp. 145- i4o C(ACUtl-nex) 
NMR: 6 :2.57(2H,t,J=6.8Hz),3.04-3.10 
(2H, m), 7. 40-7.45(2H,m) ,7.84-7.88 (3H,m), 
7.92 (1 H ( dd,J=2.0,8.6Hz) ,8.09(1 H,d, 
J=8.6Hz),8.24(1 H,d,J=2.0Hz),1 0.72(1 H,s) 


104 


CF. 




SO- 




dip. IgJ* 1 OH L^MwUd'tlcXj 

NMR: 6 :1.02(3H,d,J=6.4Hz),2.4B(2H,d l 
J=6.8HZ),3.64-3.71 (1 H,m).7.29-7.33(2H,m) 1 
7.80-7.91 (5H.in),8.1 6(1 H,S), 10.60(1H,S) 






M^^Me^ 






mp. loo-iol o(Acutt-nex) 

NMR: h :1 .27(6H, s ),4.03(2H,d.J=7.0Hz), 

7.24-7.31 (2H l m),7.B2-7.88(2H,m) t 8.09 

(1H,d,J=8.6Hz), 8.1 3-8.18(1 H t m),8.32- 

8.35(1H ( m).8.42-B.48(1H,m),10.02(1H t s) 


106 


CF, 


Me^Me^ 


so 2 




mp: 161-162C(AcOEt-Hex) 

NMR: 6 :1 .19(6H, s ),3.02(2H,d,J=6.7Hz), 

7.36-7.43(2H,m)7.76-7.88(3H,m).8.06-8.13 

(2H,m),8.28-8.31 (1H,mi,9.91 (1H,s) 


107 


CF, 




c=o 




mp: 191-192C(AcOEt-Hex) 
NMR: 6 :1.27(6H,s),3.60(2H,d,J=6.4Hz), 
7.10-7.16 (2H,m).7.44-7.53(1H l m),8.08 
(1H t d,J=8.8Hz) t 8.15-8.19(1 H,m) t 8.35- 
8.38(1 H.m).8.72-8.77 (1H.m) t 1 0.04(1 H.s) 


108 


CF 3 


Me Me 

>v 

Me Me 


c=o 




MS FAB (m/z):436[(M+Hn 
NMR( CDCi 3t TMS internal standard): 
6 :1.48 (6H,s), 1.61 (6H,s), 7.11(2H,t.J= 
B.7Hz),7.77-7.86(3H,m) t 7.93-8.05 (4H,m) 


NC 


Ex. 


R 1 


A 


Y 


R 9 


DATA 


109 


CF, 




c=o 




mp: 236-238 t C(AcOEt-Hex) 
NMR: 6 :1.80-2.02(2H,m) t 2.28-2.3B (2H, 
m) ( 2.60-2.74(2H,m),7.30-7.37 (2H,m), 
8.01 -8.08(3H,m),8. 12-8. 16 (1H,m),8.30- 
8.32(1 H l m) i 9.02(1H l s), 10.18(1H.s) 
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Ex. 


R' 


A 


Y 


R 9 


DATA 


110 


CF, 




S0 2 




mp: l69-l70C.(AcOEt-Hex) 

NMR: ft ;1.53-1.80(2H,m),2.04-2.16 (2H, 

m),2.37-2.46(2H,m),7.23-7.32 (2H,m), 

7.73-7.80(2H,m),7.98-B. 1 5 (3H,m) t BA 1 

(1H t s),10.24(1H,s) 


111 


CF, 




c=o 




mp; 205-207C(AcOEt-Hex) 
NMR: cS:1.79-2.05(2H,m),2.22-2.31 (2H, 
m),2.67-2.76(2H,m) l 7.16-7.23(2H l m), 
7.50-7.59(1 H,m),8.09-8.16(2H,m), 8.33- 
8.36(1 H,m).9.46(1 H f s), 10.23 (1 H,s) 


112 


CF, 




S0 2 




mp;211-213'C(AcOEt-Hex) 
NMR: 6 :1. 02-1. 05(2H,m),1 .30-1.33 (2H, 
m) J.30-7.35(2H ,m) ,7 .B2-7.86(2H,m) , 7.96 
(1 H r dd,J=1 .6,6.4Hz),B.07(1 H,d,J=8.4Hz),8 
.12(1H.d.J=1.6Hzl 8 45(1 H s) 10 24(1 H b) 


113 


CF, 




C=0 




mp: 284-286TC(AcOEt-Hex) 

NMR: 6 :1. 1 9-1. 22(2H,m),1 .53-1.56 (2H ( 

m),7.31-7.37(2H l m),8.00-8.05(2H l m),B.08 

(1 H,d, J=B.8Hz),8.20(1 H,dd,J=2.0,8.8Hz),6 

.32(1H ( d t J=2.0Hz),9.03(1H,s), 10.25(1 H,s) 


114 


CF, 


Q 


so 2 




mp: 177-178C(AcOEt-Hex) 

NMR: 6 :1 .49-1 .63(4H,m),1 .84-1 .90 (2H, 

m) l 2.06-2.12(2H l m),7.23-7.28(2H,m) ( 7.78 

-7.82{2H,m),7.97-8.09(4H ( m), 1 0.1 1 (1H,s) 


115 


CF, 


Q 


c=o 




mp: 235-236 c C(AcOEt-Hex) 

NMR: 6 :1 .62-1 .81 (4H t m),1 .99-2.05(2H, 

m),2.26-2.33(2H,m)7.28-7.34(2H,m),7.99 

-8.05{3H,m),8.1 2(1 H,dd.J=1 .6,8.8Hz),B.29 

(1H,d ( J=1.6Hz) t 8.62(1H,s), 10.23 (1H,s) 


116 


CF, 


Q 


so 2 




mp: 188-189t:(AcOEt-Hex) 

NMR: 6 :1. 22-1 .54(6H,S), 1.84-1 .88 (4H, 

m) ) 7.19-7.24(2H,m),7.72(1H ( s),7.78-7.81 

(2H t m),7.95(1H f dd,J=1.6 t 8.8Hz),8.04-B.08 

(2H.m).9.91(1H,s) 


117 


CF 3 


Q 


c=o 




mp: 241-242C(AcOEt-Hex) 
NMR: 6 :1 .31-1 .42(1 H,m),1 .45-1 .6B (5H, 
m),1 .93-2.00(2H,m),2.04-2.1 1 (2H,m), 7.28 
-7.33(2H,m) t 7.93-8.13(5H,m) ( 8.29 (1 H,d, 
J=2.0Hz) ,10.1 2(1 H t s) 


118 


CN 




c=o 




mp: 294-295t;(AcOEt) 

NMR: 6 :1.18-1.22{2H ( m) ( 1.52-1.55 (2H, 

m) t 7.30-7.36(2H,m) t 8.00-8.06 (3H,m), 

8. 1 6-8.19(1 H,m) t 8.33(1 H ( d, J=1 .6Hz), 

9.04(1H,s),10.21(1H,s) 


119 


CN 




so. 




mp: 171-172't;(AcOEt-Hex) 

NMR: 6 .0.98-1 .02(2H,m),1 .28-1 .32 (2H, 

m) ,7.33-7.39(2H ,m) ,7.80-7.86 (2H,m) , 

7.96|1H.dd,J=2.0,8.4Hz),8.O4(1H,d.J=8.4 

Hz),8.17(1H.d.J=2.0Hz).8.48(1H.s).10.23( 

1H,s) 


120 


CN 


Q 


so 2 




mp: 214-21 5C(AcOEt-Hex) 
NMR: 6 :1 .47-1 ,63(4H,m),1 .80-1 .89 (2H, 
m) ,2.02-2. 1 2(2H ,m),7.28-7.34 (2H,m) , 
7. 78-7.84(2H.m) ,7.93-7.97 (1 H.m).8.02- 
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Ex. 


R 1 


A 


Y 


R 9 


DATA 












8.06(2H,m),8.16(1H,d, J=2.0H2), 
10.12(1 H,s) 


121 


CN 


Q 


C=0 




mp: 134-135 v C(AcOEt-Hex) 
NMR: A :1.60-1.81(4H,m), 1.96-2.07 (2H t 
m) ,2.22-2.34(2H,m) ,7.28-7.34(2H, m) , 
7.98-8.05(3H,m),8.07-8.1 1 (1 H,m), 8.29 
<1H,d,J=2.0Hz).8.62(1 H.s),1 0.19(1 H.s) 


122 


CF 3 


0 


C=0 




mp: 246-247C(AcOEt) 

NMR: 6 ;2.02-2.10(2H,m),2.15-2,24 (2H, 

m),3.70-3.77(4H,m) ,7.30-7.36 (2H,m), 

7.98-8.15(4H,m) ) 8.28-8.30 (1H,n1), 8.43 

(1H ( $),10.23(1H,s) 


130 


CF 3 




■ c=o 




(A) MS FAB(m/2):432[(M-H) ] 
NMR: b : 1. 30- 1.70(4H l m), 1.90-2.00 
(4H, m), 2.25-2.50(1 H, m), 3.70-3.85(1 H, 
m), 7.25-7.38(2H. m) t 7.88-7.96(2H, m), 
7.97-8.02(1 H.rn), 8.09(1 H, d, J=8.4Hz). 
8.23-8.33(2H, m), 1 0.63(1 H, br) 

(B) MS FAB(m/z):434[(M+H) + ] 
NMR: 6 :1.58-1.90(8H,m), 2.57-2.65 
(1H, m), 3.90-4.02(1 H. m), 7.23-7.31 (2H, 
m), 7.88-7.96(2H, m) r 7.97-8.03(1 H, m), 
8.08(1 H f d, J=8.4Hz) f 8.1 9-8.26(1 H, m), 
8.36(1 H, br). 10.59dH.br) 
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Ft 1 


R 2 


Y 


R 9 


DATA 


123 


CF 3 


CN 


C=0 




mp: 249-250 C (EtOH) 

NMR: 6 :1.B3(3H,s),1.94-2.03(3H l m).2.17- 

2.28(1 H,m),3.50-3.59(1 H,m),3.73-3.82(1 H.rn) , 

7.29(2H,t,J=9.0Hz),7.65(2H,dd,J=5.6,9.0H2),8 

.10(1H,d,J«8.8Hz).8.17(1H.dd,J=1.8.8.8Hz),B. 

34(1H,d,J=1.8Hz),9.96(1H,s) 


124 


CF 3 


CN 


S0 2 




rap: 115-net ((Et) 2 0-Hex) 

NMR: 6 :1 .50(3H,s),1 .88-2.07(3H,m).2.22- 

£31 (1H,m),3.36-3.46(1H,m),3.61 -3.69(1 H.m), 

7.56-7.62(2H,m),7.66-7.71 (1 H,m),7.78-7.82 

(2H.m),8.l4(1H.d, J=8.4Hz). 8.23(1 H.dd. 

J=2.0,8.4Hz),B.29(1H.d.J=2.0HZ),10.04(1H,S) 


125 


CF 3 


CN 


S0 2 




mp: 180-182*0 (i-PrOH-CHCy 

NMR: ft :1 .52(3H,s).1 ,89-2.07(3H,m),2.22- 

2.31 (1 H,m),3.39-3.46(1 H,m),3.61 -3.68(1 H,m), 

7.39-7. 45(2H,m),7.84-7.90(2H,m), 8.1 3(1 H,d, 

J=8.8Hz).B.22(1H,dd,J=2.0,8.8Hz),8.27(1H,d, 

J=2.0Hz).10.03(1H.s) 


126 


CF 3 


CN 


S0 2 


-Cy™, 


mp: 149-150'C (Et0H-(Et) 2 O) 

NMR: 6 :1 .49(3H.s).1 .86-2.07(3H.m).2.20- 

2.30(1 H,m),3.28-3.42(1 H.m).3.56-3.68(1 H,m), 

3.84(3H,s).7.03-7.13(2H.m) l 7.70-7.75(2H.in). 
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Ex. 


R' 


R 2 


Y 


R 9 


DATA 












8.13(1 H.d.JsaSHz), 8.23(1 H,dd,J=2.0.8.8Hz), 
8.29(1 H l d l J«2.0Hz),1 0.02(1 H,s) 


127 


CF 3 


CN 


0 

H 




mp: 1 82-1 84 C (CH*CI 2 -(Et) 2 0) 

NMR: 6 :1 .53(3H,S),1 .86-1 .95(1 H,m),1 .97- 

2.20(3H ( m) l 3.59-3.67(1H,m),3.75-3.B3 

(1H ( m), 7.23-7.28(2H t m) f 7.52-7.57(2H,m) ) 

8.07(1 H,d. J=8.4Hz),8.18(1 H,dd,J=2.0,8.4Hz), 

8.33(1 H,d,J=2.0Hz),8.35(1H,br) t 9.97(1H,s) 


128 


CF 3 


CN 


0 

H 


CH2CH3 


mp:173-17St: (1,2-diCI-Et) 

NMR: 6 :1 .00(3H,t,J=7.2Hz),1 .46(3H,s), 1 .76- 

1 .84(1 H,m) , 1 .86-2.02(2H,m) ,2. 1 0-2. 1 9 

(1H,m),2.95-3.10(2H 1 m) f 3.2fl-3.37(1H,m) ) 

3.51-3.60 (1H t m), 6.24-6.30(1 H,m),8.07(1H,d ( 

J=8.8Hz), 8.13(1 H,dd,J=2.0,8.8Hz),8.31(1H,d, 

J«2.0Hz) t 1 0.15(1 H,s) 


129 


CF 3 


CN 


0 

H 


Me 


mp: 167-168^: (AcOEt-Hex) 

NMR; 6 :1 .05(3H f t,J=6.4Hz),1 .46(3H,s), 1 .75- 

1.83(1H ( m) t 1.86-2.02(2H ( m) l 2.10-2.20(1H,m), 

3.31 -3.38(1 H.rrO.S^-S.SO (1H,m) ,3.65-3.78 

(1H ( m),5.93( 1H, d. J=B.6Hz).8.07(1H,d ( 

J=8.6Hz) l 8.12(1H,dd,J=1.8,8.6Hz) t 8.30(1H r d, 

J=1.8Hz),10.17(1H,s) 
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Structure 


DATA 


131 




MS FAB(m/z):392((M+H)*J 

NMR: 6 : 3.60-3.75(1H,m). 4.20-4.30 

(2H, m), 4.35-4.B0 (2H. m), 7.25-7.34(2H, 

m), 7.68-7.76(2H, m), 7.95-8.20(1 H, m), 

8.08-8.1 4(1 H. m). 8.30(1 H, br), 10.83(1 H, 

br) 
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